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REHEIKIC 3617 5 Cefadroxil o Zpl, EKMMRN

KRAIEX - FAREK - KLE HF - DI

B - XHFERX

FR KSR E

Cefadroxil OHEIEMIX CEX DX hiTBLL T\ 2o BEERSMRED Staph. aureus 158D Mt
tX 1.56~6.25 pg/ml ML, 3.13 ug/ml KAHMDIUAD - T 8H#, 53.3% MNEDTWi, &
R 3 B & H| 500 mg % RMIZZMNEC PIAR- LodreBRod e i BEIE, 2 REMISIC Sy 12,93 ug/
ml @ peak A% Hh, LIKHIRLT6RMET 2.16 pg/ml OPEMEY T LI EIEEMK
BRI 2BABTOMMEE, 50 mg/kg BOHE5T WMBEANIKC 265M% 1.73 ug/ml D peak

fHA % bhico TORMmE 20.11% Ch -1,

2EMIC sV 5 AHRES, IREIRPITAMNCIZRIT

EBITREY A LT, MR ERERIE206)IC &K% 1 [E 250 mg, ¥7xiX 500mg % 1 H 36
PEELDT, 23, AR, LLHEH4, B2, TH1IOERN 26ht, BEALLTI
A THRIER Y F- UTRIBPIE L, £0f, 7 VA ¥ —RIESITR BRI h -1,

& L & (C
Cefadroxil X KM @A 27 v ¥ HTHHF LW
¥4 Cephalosporin DEOHTH 5, HEHE Ce-
phalexin (CEX), Cefradine (CED) @Bl LT b,
BHRpaEERCE CEX tAS» ¥ X0 T¢h
EHERREDLA TV, BORSKCIDMPRE
it CEX LAIBT, AR LD TChBERD RN
2hs,
BARBBRECH T I2EAFOBRICHD D, &
ROV CERKIRN 2T 10T, LTREALD
EXERET 5,
2R 5 %
1. HB A7 b HZREFEECOWT, ZHO
HED (MIC) # B AR SEREC X Y RAEL
foo BFEFE BT Tryptosoy broth 1218~24 Bl D

AREL AT,

2. BRRSMEEIC T 5N RBREBEL DS
BELI-BZRIED Staph. aureus 158D\ T, LL
FRAEEC X ) MIC #JIE L. Frc CEX, CER
COWTHMEL,

3. MFIRE  BERA 3 £ REHBMEC AR 500
mg % 1 EIAMRE LT, EEEFACEEMm L ClihlREY
BE L 1o

WEBIEICIE, M. luteus ATCC 9341 ¥ RER &3
LMBh » THIC X olze ¥, BT A B (PH 6.6)
AV, REOFR LU EEHROERIX, 1/15 M
phosphate buffer (pH 6.6) % B\ iz,

4. [BABT . AERMKE (AE 2.5~3.0kg) ¥
BuwT, ZHORABTONBCOXRHN Lic,

AH|D 50mg/kg ¥*F b v AT —F ¥ BWCH

Table 1 Anitimicrobial spectrum
(ug/ml)

Organism Cefadroxil CEX CER
Koch-Weeks bacillus 4 1.56 50 25
M°’?‘.’;‘I§”,‘:;‘if;£ 7 0.2 02 | 0.05~0.1
Strept. pneumoniae 8 1.56~3.13 | 1.56~6.25 |0.025~0.5
C. diphtheriae 4 0.2 0.39~1.56 0.25
N. gonorrhoeae 1 0.2 0.2 0.25
Strept. hemolyticus 2 0.2 0.39~1.56 0.25
Strept. viridans 2 50 50 0.1~10
Staph. aureus 4 0.78~1.56 | 0.78~1.56 | 0.05~1
Ps. aeruginosa 2 >100 >100 >100
Staph. aureus 209-P 1 0.78 1.56 0.1
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EREMEACESE L, MBKS X Ot RBEORMI
BBEYM~Ic, X HICHMBAD peak FMCiRAR%E ML
U C IR AR AR P SRR & JUAE Lo

WEEREEATEE & FITHRIC X 2 o

5. REPRIGER : EOIE, DCBrEIRMAERSE 3 61, SHRERL
IR 35U, AZEKIR 26, SREINse 3 ol RPERBES 2
B, ARSI 2 Flk X CABKE S FlOH20MTH 5.
chbresLT, A% 1E250mg ¥k 500mg %
1B 3E#HELTRAYRR LI

e, BERHROHBROWTL, REHA, RER
UK ETR LD factor AP L HERTHR, v
P WTROXMIT L » 1,

FRH(H) ¢ 1EBRM 3 B LI ERICHE LA
LT, 3EF LBURCEERBRE R -cb D

HH(+) 1 3 BUAREROBRA AL, 28LA
ChE LA b O

2RFH(L) | RO ALFRELA O RRA N
baolctExLbhicdD

(=) D EROBERSAA LR, FlEROBL
Lich o

® B K &

1. HEARI ML

Table 1 CRTZELTH S,

Koch-Weeks & 1.56 ug/ml, Morax-Axenfeld #§0.2
pg/ml), Strept. pneumoniae 1.56~3.13 pg/ml, C. diph-
therige 0.2 pg/ml, N. gonorrhoeae 0.2 pg/ml, Strept.
hemolyticus 0.2 ug/ml, Strept. viridans 50 pg/ml, Staph.
aureus 0.78~1.56 pg/ml, Ps. aeruginosa>100 pug/ml
35 X Ut Staph. aureus 209-P 0.78 pg/ml TH -1z,

zhx Rt T Cre 84 L1 CEX®, Cephaloridine
(CER)® O i L le~BiK, HlA~7 P AREAICE
LTk h, HENE CEX LRZDOZ EAAbRTs,

2. EBER4YRE Staph. aureus M

Fig. 1 ©FT X5 ThH%bo

AHID 1.56~6.25 pg/ml B ¥ WREC O
LTHDH, Ao 3.13ug/ml Ik - T8, 53.3
%z hE gD,

FBsC BIE L7 CEX, CER D %h kH~5K, CEX
LiziE M-SR AL Tk D, CER X hiERZH
THoTo

3. AP RE

AFINRYE, 1/285RC0.16~0.62 pg/ml, F350.31
pg/ml O BEYRL, 1 B TIX 0.44~9.3 ug/ml,
T4y 5.31 pg/ml, 2 EERIKIC £61& b peak fHICEL
T 8.6~18.4 pg/ml, ¥ 12.93 pg/ml DWEN X O
Nico LUSIT#IR L C 4 BKIT 4.3~11.02g/ml,

Fig. 1 Sensitivity distribution of Staph. aureus

(15 strains)
%
80{ CER
] §
[}
604 \
)
50 \
[}
40 \
304 ‘\
204 o\
10 *
— \‘. S
=0.19 0.390.78 1.56 3.13 6.25 12.5 ug/al
£e/ml | <o19) 0.3 | 078 | 1% | 313 | 655 | 125
. o5 | 8 | 2
Cefadranil (33.9) | (63.3) | (13.9)
3 [+7 | 5
CEX (20.0) | (46.1 | (33.3)
| 3 1
CER | 73.3)| (20.0) 6.7)
o Staph auress 209-P
()%
Fig. 2 Blood level
ug/ml Cefadroxil 500mg p.o.

104

12 1 2 4 éhu.

1/2 1 2 4 6

1. 20y. 9| 0.24 | 0.44 |18.4 |11.0 | 1.36

2, 20y. (06293 [11.8 | 4.3 |0.92

3.2y 2/016|62 |86 |56|42

Average 0.31 | 5.31 (12 93] 6.97| 2.16
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745 6.97 pg/ml, 6 Wik D 0.92~4.2 pg/ml, Py
2,16 pg/ml Z7RL T\ 1= (Fig. 2),

4§ RAB

R 2IRDFHETH bbb Lo

1) WBEABT (Fig. 3)

Fig. 3 Aqueous humor and serum level of

cefadroxil
rabbit eye
50mg/kg p.o.
ug/ml
104
O—o0 Serum level
O---0 Aqueous level
5-
/‘o.“*s
Pl TTO-—___ °
O,—O’
T/rz 1 2 4 bhrs
T Hour 145 | 1 2 4 6
issue

Aqueous humor 0.28 | 0.55| 1.73| 1.06| 0.84

Serum 3.6 |11.0 | 8.6 | 4.47| 2.6

Aqueous/Serum
ratio (%) 7.78 | 5.0 |20.1123.7132.31

MBI~ 1/2 050014 0.28 pug/ml OB 1T IIEL 4 &
W, 1EHT 0.55 pg/ml i L, peak i 2 WM
Wi T 1.73 pg/ml %Rk Uiz, LAMITIIMN L C 4 W5
1.06 pg/ml, 6 M4 4 MG 0.84 pg/ml AYEW] £ hte,

M PIEGE 1IN 11,0 pg/ml o peak fitfic i L
DA L, 6 Wil 2.6 pg/ml OWIETH » 120

BRIk, BIKNIRIED peak Y, 2 4fHC20.11
% ThbHo

2)  (LHLAR P W e

A% Fig. 4 TR LT,

RO B G- 2 W] C, RARIC & - & & FHIREE 24.72 pug/g
DBITLT AR b h, KT RGN 16.04 pg/g, il
15.55 png/g, #HIAG 10.57 pg/g, FHIKE 4.99 pg/g DIE
T, SHREHRMC S BITRES A LD b, HBERA
Tk, MCEERGIC 8.50 pg/g & IR REE D BT
L, LATHRBIRKEEE 3.13 pg/g, HIBK 2.38 pg/ml,
Tk 0.31 pg/ml T, ARTIC H L CEBRETH -
120 KEAENOBITRIA LD LRLW,

miFh~L 14.0 pg/ml OBITRER R LI,

5. B KK R Bk

BER st A Table 2 TR Lo U B RIC
5B,

BB ERBRAR % © iE H 1%, BEE © K& 3% T Staph.
aureus, Staph. epidermidis P\ X htc, [RBRGED R
&, —EEEMBE > TN R DO, &
#l% 250mgx3, 1H750mg HIRE LT, 26k 4
~6 Al 3.0~4.5g ##&5 L TIERDHLL A SR
7oo 16X 1 BfE 750 mg PR L CTFREER % Fx fo i

Fig. 4 Ocular tissue concentration of cefadroxil

(rabbit eye )
50mg/kg p.o. 2 hours

. 24ug/g or ml

T T T T T T 7/ T

Lid i (B 124.72
Bulbar conjunctiva 116.04

Extraocular muscle [

Cornea

Sclera 115.55

Aqueous humor ] 2.38

Iris and ciliary body} =~ =~

Lens L

Vitreous body
Retina and choroid
Optic nerve

Serum

7]14.00
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», BE¥ERE LA, PILETRERSEE LI,

HERMILTXC Staph. qureus kDO TH 5, IR
BoRK, BRE BRMELHFL . KK 250mgx38, 1
A 750 mg 5T X DRI TAOHCER, HERLT
BALTW5, H5RRIZ5~6 AMIC 3.75~4.5g T
b%o

AERIEX Staph. epidermidis, GPR HiH X htz,
1A 750mg AIRT1 HlicER, o 1 FUEPLHRD
BRTH oM,

SURRROEM I TR 7 1 L AR T, &
BERARPACH D, A S Staph. epidermidis,
GPR 2R S h T\ %, RIS & T, RMFEM,
BRORFERLE-> TV o &A1 H 750mg AR
k, BRAAKIEAL Fra—F/ v HB%HELT, 3
fitb5 BRI 3.75g ¥#5, HAfMEERDOERAL
bhT\w5,

BUFEEY O EEBIT Staph. aureus 3 LU° Staph.
epidermidis, Anaerobic GPR DB & RRIESTH 5,
MR s REREEIC X ) IBEIBHOHTE 2D £R
K X b RES#EL T, A% 10 750mg RR#L
BT, 1HIRERED LOSMRIARRES LI BHT
Botc, D 1 FIIX, SWHEORBAIIAR LD B R
o

LB, Staph. epidermidis, 3s X U'GNR BHD
£1ERATH S, BBACIL0.5% ARIABRYHHL
THRL, 1H750mg, 7 Bfk5.25gx#A R € L »
T, 1B TH -4, b 1 FICIXEERAT ROtk
ERZ LRI 5T,

ARES, FESH D O MEER T Strept. pneu-
moniae, Staph. aureus, Staph. epidermidis, GPC, GPR
# XU Anaerobic GPR 7¢ X DB ¥ 7o BARYEMN
TFHIRI. 5B 1 FIRABE~L = 2 O HEEABRR
T, IDU AR A& 1E500mg, 1 H3ME, 41.5¢

YRS LTHRCER L, hoEMIXIRBITICZAH
D0.5%KBREYARL, 18 1.6g ¥ARELHT2
B RBOM e BWEROH LA SR THEY, 26
TP HYOHRL L i,

LA DRy —ERRTBIC, Table3 D X 51K 5,

220fERP, ER3O, BRI, LeHHLH, &
216, R 1ADHKTD - 1o

BEifFAE LT, 1MCARL B CTRERYRELLT
BELRIELCLDMAD B, BERREEHLRTAHe
DIHEBEN T D, FOMIC, 7Lir¥-RKESEOE
ERR 1A S A LD bR -,

M, SENXEFF, WHME MERES, BERKRECET
LTy,

* "

ISR, Cefadroxil DORBHITIGE D - itk
BEAY, HEIRAIMA % T - Cx bhicBi%, kil
#45 L7 Cephalosporin #|® pif & HLEMRN L TAR
Vo

P, HEAR2 AkABIC, 5D Fhik CEXD,
CER® kB lL T b, AEMNIX CEX LRFOHEAT
Bot,

FEK D Staph. aureus O BRZFHSHL CEX ©
Nl iERBCHY, CER L hiBBEMCH»T,
CER>Cefadroxil==CEX DMZH 4R L1,

FRIOFHBEERROWTiX, R E. Buck? HO$#%L
Rdd, hic ¥, ik CEX LRI%SDHEAR
7 PV LHENERL, &I Strept. pyogenes T3
ShicfiBE i dobd Lhrmbh T %,

HEOEML Ch e AROERNRALDLRILDOT
b -1

M WEER DT, BRERAC EHZERC 500mg
MR LT, 2BM#%IC peak AT 12.93 pg/ml
N bhT, 6BHELFE 2.16 ug/ml OWEEN L &

Table 3 Clinical effects of cefadroxil
Effect
Diagnosis (ig‘s: ++ + t - Undetermined

Ulcerative blepharitis | 3 2 1
External hordeolum 3 2 1
Internal hordeolum 2 1 1
Acute conjunctivitis 3 3
Chronic dacryocystitis| 2 1 1
Corneal infiltration 2 1 1
Corneal ulcer 5 3 2

Total 20 3 1 4 1 1
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BHRTWAS, &icEk A CEX 500 mg AR D M
WL BN LA gle ¢, peak {3 1AM IC B - TP
# 18.7 pg/ml %RL, 6WM%IX 0.84g/ml WY
LTHHRTWA, i, Cefadroxil ¥ CEX &
T peak Hi B hTA2SD L L ERETHS
A, 6 FM{NTIX Cefadroxil »\ FHiREXRLTWV 5
Enb, CEX X b mrini o Ehiahnd,

M. Prerrer 5% @© Cefadroxil 500 mg &R # & ic
X BBKTIE, 1.5MIIC 15.0+1.1 ug/ml DEWIKT
BLT, LUEWIR LT 6 MM 1.84+£0.14 ug/ml T12
B D 0.1140.03 pg/ml BRA L DTV D, £ L
T cross-over THIE L7z CEX ® peakfy (1B5M) X
D¥s¥< peak It® L, CEX » peak ff 17.9+1.3
pg/ml X b BD{EMBETHBH, CEX Tk 6BMET
TIZ 0.10+0.04 pg/ml 23R, 8 B <<0.04 pg/
ml CHBh 5, Cefadroxil TITIEEA L D EWZ L
BELTW5,

ZHIRE DR X HDTEUTHHDTH - 1o

ZHOBRABTC OV TR L sk X hul, K
R 50mg/kg EOHE LT HBERC 2% peak
fE 1.73 pg/ml pih Edbh, 6 MK L BTRENTE
BHAhic, oL D FKmiKL, 2HHET20.11
%TCH o1,

Z hizFLdtnd CEDY IR o\ TR LIcIRABIT D Bk
T, AHFEL 50mg/kg EOH 5 L ROMBEKR
ED peak » 2B H T 1.6 pg/ml ¥#7xL, Bl
HA26.02% TH o2 D LBLUTAIDTH o To0

ARAEARPIIRBET. 2 BT CHHR DA RRIC B IRBEIC B 1T
LTAabh, BRASCIZZA LD PR ERETIZIH S
N, HihOBWBTRENZLD bRt 3D TH-
foo ThOHDEME, CEX®, CED® kRBROEEL R
THDTH o1

FHADBABTORRLEL VX5 TH 5B,

HEDOKFC, FHOBRABTOMER, H X £
CEX, CED 0 thtR%THo LEXL LN,

Ll EDEBAEBREERD H, Cefadroxil 130 Ce-
phalosporin #J& L TIRRIECERICAL T, X0
CEX, CED 4843 5 R DR A R CX 5 = L AT
BNBLIHTHD. ERERICHBT DT - T, FH
D REDORFEEMMNAEVLC &, half life Ol
Zihh, 1B3EOFEEEBTHADHREN L HRDB
AR

A MBERECH LT, BX1E 250mg 1
H3M@, 8 750mg &5, AMFEC1E 500mg ic
MEALT183H, H1.5g%HELT, BRYRLR
ML D THB,

TOMRR, RIS, UM, AESRE, REx,
ANB MR X U ANRED £ER, 22000 CELHIH,
TG, R4 6 ORI L b 7z b DTHo
Too MIMHERIRIR CLX, Staphylococcus, Strept. pmew
moniae T2 ¥ 75 AMBEEY 12 U%, GNR, REtEc
LIRS AYHRIERT B ENAORIZSDTH B,

RIfFA L LT, 20EA+ 1 AR THRRER L R L1
2, RBRPEC X DRELT 3, FORMER, TV
¥ -GS EOMOBFAR 1A AL T
LA

FHIDOEIFAIC VTR, XkE7 Y A rrtoREe
X, 600 fEGIH278, 4.50% DRRETHH, EE, K
T, FHRVKBD % EDT, £DOMRBE EHRPEF
CHHh T,

EAE, Cefadroxil © %@y, ERAIKREND O, &4
IXHERDZED Cephalosporin #| & [k, BBEREDL
FRECARLA4ERTH Y, Bo1 B 3EOHEFEK
THIOBKBREF G TCEIRATHLLELOAE
bDTH5,

HRAFNOREX ST BRT VR AV FHET MY

- X KK cxsddLEFET,

X [
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LABORATORY AND CLINICAL STUDIES OF CEFADROXIL
IN OPHTHALMOLOGIC FIELD

MasAo OisHi, KENJI NI1sHIZUKA, MARIKO MOTOYAMA,
TAKESHI OGAWA and SHIGEO NAGAI
Department of Ophthalmology, Niigata University School of Medicine

Cefadroxil, a new cephalosporin antibiotic, has an antibacterial activity similar to that of cephalexin
(CEX).

Sensitivity of 15 strains of Staph. aureus isolated clinically was distributed between 1,56~6.25 pg/ml,
and the peak of 3.13 ug/m! was noticed in 8 strains (53.3%).

Three healthy volunteers were administered orally 500 mg of the agent at fasting early in the morn-
ing, and the average peak value of 12.93 ug/ml was obtained after 2 hours, then decreasing gradually,
the average level was 2,16 pg/ml after 6 hours.

Intraocular penetration was determined in white mature rabbit. A dose of 50 mg/kg was administered
orally, and the peak value in aqueous humor was 1.73 pg/ml after 2 hours, aqueous humor/serum ratio
being 20.11 %. The ocular tissue levels were transferred well too in outer and inner parts of the eyes
after 2 hours.

A dose of 250 mg or 500 mg of the agent was administered clinically per os 3 times per day in 20
cases of various bacterial infections of eye, and the result obtained was excellent in 3 cases, good in
11 cases, fair in 4 cases, poor in 1 case, and unknown in 1 case.

As to the side effect of the agent, 1 case complained of diarrheic symptoms, and the administration
was interrupted. No other effects as allergic reaction were observed.



